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HBS6 (I) TSSn.5 2-75y5 1 7V'-^ 




(I) 



CSC*. Ri *5«ktfR 2 «. P-MD-fm->7i 

i-*s> essirr. jusu urn* 

.fctfR, tt. *JMH\ tt»7;U*JWfc ffiR7JP*JU 
7S/«SJgdcLTfe«fcVO 
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1 

Htn 

Tv< ) en 

ess*. Ri ^.kc/Rj tt. -e-n-en, p-kad-t^ 

ft'OyJU. -CH2 COORs (5£«K R 5 l±*iff 
S^tJ-T. fc£U Ri fcitfRj E>4>fc<i 

fc-^7ttp - tr/tD'f jL-frmTZz-bat 
7-. ffi»7;v*ji/g. tt»7;u*ji/x/M*z:;«. ad 
i*U&y x-frxjv-fc-jvm. 75$vg. -co-r 

6 (jS*. Rs ti, &mT)\,*}l&, y 3L=.)l&$.tz\t 
m&7^-)l>£. - (CHj ) » -COOH (5£+. m 
, - (CHi) » -NH-R: (3C 
nttl~5CDSft. Rt fit. *JMfiP, tert. 
- h * ->* Jl^x^a, ^ > -> * )\>X-)i>m 
SrjjVT) } RI/- (CH 2 ) q - Rs (5£*. QHO~ 
5 OSS, Rs it. fi»7;W3+->S. 7xz;HSfc 

tigft 7 x x;vg, k u ivi&z fcragft t: u swa. 
2 - 75 y^7^-;Pfi^xtt^©^. 

[8t#3i2] Hg&O) 

Mb 2] 

TV< ) < J > 

7x^JL-S. S^7x~;us. ^>^;PS. g 
^^>^S, -CH; COORs <5£*. Rs 1**31 

£«Efc-r. fc£U r. *«tr/R 2 <D£j>^<tt> 

-TJtt P - M n a -f -> 7 izMT & 5 © 
3, Rs fcitfR* B. E-XtegfttjT, *^S^. 

«»7;MrJWk tl»7;v*^x;^n;vs. ad|« 
7;i/*;vz;p*^;vs. 7 *-)\,7>)V*-)i&stz\*g 

Jft7x-JU7vJU^-^S. 75-^/5, -CO-R 
s {5£*K Rs tt, W&7 )V*)\,m. y*-JV&£ft\Z 
ift7i^i. - (CHj ) ro -COOH (jS*. m 
lil~5C0SS) . - (CHj) „ -NH-Rt (j£ 
«K nlil~5©ggc. Rt «, tert. 

-y h^^iuiX-jvSi. "O-jji** jw* - ;ug 

£^f) } St/- (CH: ) o-R, (jS*. QttO~ 



(2) 4$BB¥7-14 974 5 * 

2 

5©S£. Rs tt, ffi»7;iO*^£. 7x~;PS$/t 

tesm^xxjug. fcf'J v;uS*fc«Hftbr>j s>;vg. 

[000 1] 

&icwf9&Stfg2 -7$ y^7V-mm^\zm-n>. 

[0002] 

. -7pft- tf-f>tt : 5'-!z«koa^3tcfflg$ 

M. ^tt«¥KSiieffi«» (ARDS) . BSub 
27 ft. ->3^. #fil3fe, ft«. 7^n-A&S) 

[0 0 0 3] W5I7X^- t©f^ffltjg 

T 5©IC^ffl^fTa^7y-;^ig«:SS«T^> ferot? 

[0 004] 

C^BJ^ffi^] *58Wfc£DTKH(BC (I) TJEte* 
n^gr^^: 2 - 7 5 7 ^7 7-*WiWfl»4 n^> e 

CSC*, Ri i3<t^R 2 tt, ^Hfn, p-hTAn^^ 

-CH2 COORs (it*, Rs »** 

T*^>) ^St)*To fcffL, Ri ^«kc;R 2 <D>PU<t. 
t> tt P - A n -f )Vtt x 7 oi ZJH*C* * t> ^ t 
40 R 3 i5i:^R4 [^-XFiS^oT, 

liS«7xz;u^*-M, 7^v/S. -CO-R 
s {S*> Rs tt, «»7^*;«. 7x-;Vgi;fcfct 
t»7x-;PS, - (CH2 ) ra -COOH (Si*, m 
^1-50S&) , ~ (CH 2 ) n -NH-R 7 (it 
^ nlil-SOSS, Rt 11 imWf; tert. 

£^T) } (CH2 ) q -Re Q«0- 
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(3) 



%m¥-7- 1 4 9 7 4 5 



[0005] j&TftHBfic:?*. s&KBHciiwrr 

5. ±ffi-«JC (I) l;*^WDy>lfitt, yy 

jmhp. 3->*h^t*o, m. 

7)l>*)im\Z. *3Vk x?;k n-:/nfcMk i so 
-7DtMk n-7*?;k iso-^m tert. 
-?3Mk n-^>^;k n-^\*v^ro^Scl~ 

Til, ->^D^ntf;K ^n^>^;K i/^a^i/ 
;k ->?pat'5\/^©^&su~7P©->:5'o7;u=*- 
;us*t* tf 6- n, te«7 jMr;kx;k*x;i<g t LTtt, 
pc?j|^;k*x;k x3Mk*jt,;fcx;k 7"Dtf;ux;u^ 
x;k y^;k^;u*-;p»^o^jfi»: l ~ 6 ©7;u*;u 
z;U3fcx;ugAt&tfe>n, /\u&m7)V*)lX)\s&=.)l 

stLTtt. iii*swi«&ii©Apy>ii« i -efi& 
snfc<s»7;u^;kx;i/3i>r:;i/Sj!»^tfe.n. «R7^ 

a+v'Sfi. ;*h*->. -/p^+v. i so 

-t/D/JMr-X n-^h*->, 1 so-7m, te 
rt. -7h*^©&^&2~6(@©7;ici*->gT 

U5?A ^-/kfc'Jy. ^=7VJ. Via*) /<&<D&m 

jkj-py^jus. flsiK7jm*^ ifl**^tt«« 

P©APy>IS^TB&3ftfcAP<£tR7;lo*->g. 
y^UXJl^xxjk x3\>kXJP7xX.>k n-^ab! 
;kXJU7xx;k i s o-7"Dfc:;i'X;K7xx;k n- 
y^;kx;W7xx;k tert. -y^kx^xx;!/ 
^©K^ai~6ficDfiiiR7;u*;k7.;k7xx;us. s? 

*9\)k7SA i?X^;k75/. vn-:/DbMk75 

H a I 

I 

R,-CO-CH-R t + 



*;k*;k75AS, 7-te5 1 Jk7SA 7"ptr*x;k73 
A 7~?'J.lk7SA i so-^uws;. WJ 
;k7SA bfAo>fJk75/^©^»2~6©i£iR7 
;kfr/-Ok7S/S. -COORs. -CHi COOR 

to oo 6] ^igwc&sa; (i) -rstosns 
Sr^2-75/5 i 7 < /-;usiis^©asa, urn. m 

ft. «8&. y>««f©ft«ftfttfvi/-f >ft. 7v;U 
iO ft. 3A^K. vd>S. ftft. £x>&. 

ft«h©&. a&sntt'j^.Mg. :f-Mj£A&. au* 
A&^©7;k2j'J&ja£. *;u->>>a^ vy*->^A 
s^©7jw*u±s^jbi&. T^z^AMciat 
&tfMJx?;k7S>ig, x*/-;k7s>ig. MJx 
^y-;u7s>ffi. ->-vi7 n^+vjkrs >&?£©*r& 

Cooo7] d) n*2nzfc£®>, 
St DttM. &HS3J$> S£©S63<J 

(I) Ofl:*<»**^l4*fl!)|IMI*lHO«**tbT 
1 0~5 0 0mggg€:lB*51~SlElSSS^T'5© 

50 [0 0 0 8] % AlZ*&Wtt.GV!)<»Mmmz-D^Ti&'< 
[0009] 

vmm 

* [ft4] 

S R 9 . 
H / \ 
NH,-C-N :• 

\ J 



(II) 



(III) 




(1) 

<5£f>. Ri, Ri. Ri, R4 (i. mS©JE«£WT 5» Ha 1 W\uY>m^M^Ti>) 
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(4) 



7-14 9 74 5 



6 



[ooio] -«5t (in ra^nsit^fti:, HK 
s (i i i) T$t2nzto&®zm%ts.®m'p?&®T 

*5^«ftl^Tltig-&r5Ci:tr«k0. — JKit (I) T 
R 



*D77>, N, N-y/fMM75H. v;*?MkX 

[0 0 11] S£&2 
[fc5] 



(R,)»0 XU RiHt I 
(IV) (V) 



(la) 

(3;** Ri , R* * R 3 > Ri »i, Mi£0it#£3r 
U Halll Aay^^Srg^-r^) 

to o 1 2] -«5t (i a) x&znzit&mt. -« 
(iv) x&znzvc&®tt\* (v) T^$n*fl; 

^CltlCckO, (I) T^2n*ft£«j£SigT 

S-t^T^S. S^SJ8<hUT«, y^PD^^X 
^on*M, mmtfcm* rh7bHn77X N, 
N-^^^PT-fe^hra N, N-v*^JV*;i/A 

±fB®£&T^fc-«:SC (la), (ID- 

(v) ^^n^^it^mt^oR^^^^ 

(^596 4-4 0 4 7 4^^) iC^TSSig-r* 
[0 0 13] 

&mm i 

> (1. OOg) £<kt;N- (2-^Ky7x-JW 
(0. 7 0g) *m?J~)V (5 0m1) *IC 

U 1 0%NaHCO 3 £J0A. £fi£&£8fgX^l/T 

Tz. *§&£«JEETl;:®£U ^UfdS&fc^l&U x- 
xJV-^x-tJI^ b^il^S zt\z&r) % 2- 
(2 h^y7xXJW 7^ / - 5 4 - 

(4-br;\*n<;^*>'7xx^) (o. i 

9 g) £f|fc. ttjStt, 112-11 4mofc 0 

1 R : 2 9 6 7, 1 7 4 2, 1 5 6 9, 1 5 0 1, 1 1 

2 7cm" 1 

3 9 6 (M + ) 
4 N 2 0 3 S£LT) 
H: 6. 10 N: 7. 0 7 
7 6 H : 6. 16 N : 7. 14 



MASS (m/e) 
7C*»«fffl (C 2 2 H 2 
ffgfil C : 6 6. 6 4 
mm C : 6 6 



(1) 



10 [0 0 1 4] ^JS0!2 

> (o. 50g) ^ctrXN- (3-^E;i/^u/^Dtr 

M f «* (0. 3 5g) ^;-JM2 5m1) 
fifSU 10%NaOH£jD^ iricttfcttftX^T? 
ft. S8**BETfc«*U £Ufcl6a£"5ttU -f V 

2 - (3-^;^uyynfcr;p) 7^y-4- (4 

^ -MD<***->7xZJW f7!/^ (0. 3 4 
g) 1 2 5-1 2 61CT*t>fc. *& 

■€-©^^>X;^>KiSO»^ 1 6 8-1 6 9*CT 

IR: 2 9 6 2, 1 7 44, 1 5 84, 1 1 9 9, 1 1 
2 2cm" 1 

MASS (m/e) : 4 1 7 (M + ) 

5c*#*f* (C 2 2 H 3 i N 3 0 3 S£UT) 

tt3HI C: 6 3. 2 8 H: 7. 48 N: 10. 0 

6 

30 C: 6 3. 3 5 H : 7. 6 9 N: 10. 1 

3 

[0015] mmm3 

2-7^/-5-7x-;V-4- (4-fcfMD-f;M-* 
x7xrw ^7\A-;v (1. OOg) fcitthUX? 
;W75> (0. 9 0g) ££nn*;U£ (2 5ml) * 

-c^*s?ffi^T. - 2 0 — i strciWfLfctfs. * 
*HJ7;u*n*^>x;i/*>& (2. 4g) &i*o< 

;i^=3 0 : i) -caau ff&tifcfcfift*ttu -f y 

0, 5-7x^-4- (4-HAD<M+y7x- 

-)v (o. 3 4 g) zmrc. mat* 2 1 0-2 1 2<c 

IR: 1 7 4 6, 1 5 5 5, 1 3 34, 1 2 0 9, 1 1 
16c m~ 1 
50 MASS (m/e) :4 84 (MM 
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(5) 

7 

(C 2 i Hi 9 Fz N 2 S 2 LLX) 
ff-JMI C:5 2. 06 H: 3. 95 N : 5. 7 8 
l&Mfi C:52. 10 H:4. 05 N : 5. 62 
[0 0 16] £MM4 

2-7^7-5-7x^-4- (4-t!/tD«f jM** 
y7i^iW TT'J-fr (0. 5 0g) C0fc!'jy> (5 
ml) ®m\Z, *<>V>?>)lfc>&?U7'i F (0. 3 
8g) SJMTTin*., l»lfflffi#L&. E««i«fC* 

y - 5 -7xZJH4- (4-t!AD<JW+y7xX 
;W ^JV-JV (0. 2 1 g) £#fc 0 2 2 2 

IR: 2 9 8 8, 1 7 5 4, 1 6 8 8, 1 2 0 5, 1 1 
0 0 cm" 1 

MASS (m/e) : 4 9 2 (M + ) # 
7C*#*ffil (C 2 e H 2 4 N 2 04 S 2 tLT 
K-Sflt C: 6 3. 3 9 H : 4. 9 1 N : 5. 6 9 
mite C:6 3. 4 0 H:4. 9 1 N : 5. 5 4 

[0017] mmms 

2 -7* J- 5-*?)l>-4- (4-hf/\*a<JM-*>' 
7x-;W ?7V-)l> (3. OOg) 0tUy> (3 0 
ml) S&tC* 8#3AJi (1. 2 4g) fciDA* 2 
PSIMHtlxfc. EftSttfcftttft B»X9\fr-C 

V tr;ux-T-;i/- Tir h >fr b BesT* d ic «fc 

3- {N- C5-*^-4- 
*y7x-JV) 9 t 7!/-*-2-^M *;W«<;W 
^PfcT*>K (0. 2 1g) £*§fco MAI*. 2 2 2- 
2 2 3t:Tfeofe 0 

IR: 2 9.8 0, 1 7 5 2, 1 6 8 8, 1 1 6 8, 1 1 
16 cm" 1 

MASS (m/e) : 3 9 0 (M + ) 



#@B¥7-1 4 9 7 4 5 

8 

7C#»«Mt (Ci 9 H 2 2 N 2 Os S • 1/4H 2 Ot 
LT) 

ftMt C:57. 78 H:5. 74 N:7. 09 
C:57. 6 1 H:5. 8 1 N : 7. 0 1 

[0018] mmme 

N-^>^^*>WfcHU'» (0. 42g) 
©S*fh7tHD77> (1 0ml) ®m%* £££ 
- 2 0 — 1 5t;T**l/fcj9tS. ^na^K 
x^;i/ (o. 19ml) «J:tfN-^^ : E;^U> 

(0. 22ml) fciDA, ^<D££5#rfl8i#bfc. S 
^S«lC2-7^/-5-^^;V-4- (4-fcf/\*D^ 
M*y7x-iW ^77-JU (0. 5 8g) ft**., 

nfcs**jssr«ffi««b, SMxyju-cttau 5% 

NaHCOa , 10%i7X>S!, U 

WfMW"*c:fci;:«fcD. 2- (2-^>v;^+v*;u 

#^7^77tfJW 7$y-5-*9^-4- (4 
-^D-fM^v7x-JW ?7*S~)l> (0. 6 2 
g) £ft*u I&fttt, 2 0 7-2 0 9t;T&^*:. 
IR: 3 2 3 4, 1 7 5 4, 1 7 1 3, 1 6 8 6, 1 5 
6 6cm- 1 

MASS (m/e) : 4 8 1 (M + ) 
5c*»*H! (C 2 5 H 2 7 N 3 Os S£LT) 
ftJHI C: 6 2. 36 H:5. 65 N:8. 73 
mmm C:6 2. 2 4 H:5. 7 3 N:8. 73 
[0 0 19] §gJS0!7~5 7 

$kmm i ~ e ti2«ufc^sfc2pgsbT^ i ic^sn 

No. 7-No. 5 7iLTHISHC (I) 
[ft 6] 

[0 0 2 0] 

[^13 
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(6) #88^7-1 4 9 7 4 5 

9 10 
* 1 



\^N N R 3 . 


NO. R 1 R 2 *R 4 / (t) 


7 


(CH^CCCX^^- 


H 


-NH-CO{CH 2 ) ? COOH 


268-270 


8 


<CH 3 ) 3 CCOO^^- 


CH3 




138-140 


9 


<CH 3 ) 3 CCCX>C^^- 


CH3 


-o 


120-122 


10 


<CH 3 ) 3 CCOO^^ 




-NH-CH 2 ^~^0H 


128-129 


11 




Chfe 




124-126 


12 








163-165 


13 


(CH 3 ) 3 CC00/^ 


CH 3 


.CF 3 


154-1S7 


14 




CH a 




175-177 


15 




CH 3 




185-187 


16 


(CH 3 ) 3 CCCW>^^ 


CH 3 




136-139 


17 






-NH-(CH2) 2 -N^J0 


127-129 


18 




CH 3 


-NH-(CH2) 4 -N^J0 


115-117 



f0 0 2 1] " ~ «2] 
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(7) 

11 

H 1 ( O -J * ) 



#0B¥7-1 49 74 5 



19 




CH, 


-NH -SOjCF 3 


189-190 


20 




CH 3 


-NH-S0 2 CH2CF 3 


182-183 


21 


(CH^CCOO-^^- 




-NH-90 2 CHjCI 


164-165 


22 


<CH 3 ) 3 CCOO<^>- 


CHj 




222-224 


23 


(ch^ccoo^^ 






107-109 


24 


(CHahCCOO^^)- 


CH 3 


-NH-S0 2 -^^ OCOC<CH 3 )3 


215-217 


25 




CH, 


-NHCOCH3 


227-229 


26 




CH 3 


-NH-GO^^) 


145-147 


27 


(CH 3 ) 3 CCOCH^>- 


CH 3 




270-272 


28 


(CK^CCOC^^- 


CH3 


-NH- CO -{CH^COOH 


244-245 


29 




Chfc 


COOH 


185-186 


30 


(CHabCCOO^^- 


CH, 


- NH- CO CHsNHCOOCtCH^a 


212-215 


31 


(CM 3 ) 3 CX50O^^)- 




0 


1B2-1B3 


32 






-NH 2 


180-182 



[0 0 2 2] [^3] 
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(8) &&W7-14 9 74 5 

13 14 



NO. «i * -NC Rr , 


33 




/ N 

o 


-NH«CH 3 


202-203 


34 


(CH^CCOO^ \- 


o 


-NH- SOzOb 


195-703 


35 


1 \ 




-NH-(CH 3 ) 3 OCH<^^ 


117-119 


36 




G- 


-NH-COfCH^OOH 


228-230 


37 




o- 


- NH • CO(CH 2 ) 3 COOH 


237-239 


38 




o- 




191-193 


39 


(CH 3)3 CCOO<^)- 






213-214 


40 






-NH{CH2) 5 -N^^O 


156-157 


41 


(CH3) a CCCX>^^- 


a O 


-N O 
\ / 


150-152 


42 


{C^CCOO-^ V 




-q 


177-179 


43 


(C^) 3 CCOO-£ / A- 


°1> 


-NH-S02CF 3 


205-207 


. 44 






-NH-CO(CH 2 ) 2 COOH 


187-189 


45 


(CHafecroo^^- 


CH 3 (CH2) 4 . 


-NH -CO(CH 2 )2COOH 


195-197 


46 






- NH* COfCHafeCOOH 


204-205 
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(9) 



4$BB¥7-1 4 9 74 5 



J5 



16 



No. Rl 




-<> 


CO 


47 


(CH 3 ) 3 CCOO^^ 


CI 


-NH 2 


160-162 


48 


(CH 3 ) 3 CCOC^^ 




-NH-CO(CH2) 2 COOH 


218-220 


49 


(CH 3 ) 3 CCOO^^>- 


<Q.CH 2 - 


noon 
-NH-CO<^^S 


163-164 


50 


(CH 3 ) 3 CCOO<Q>- 


HOCOCH r 


-NHCH 3 


219-221 


51 


(CH 3 ) 3 CCOO^^ 


HOCOCHj- 


-NH-CCHj^.N 0 


195-198 


52 


(CH 3 ) 3 CCOO^~^ 


HOCOCH 2 - 


-NH-S0 2 CF 3 


193-195 


53 


<CH 3 ) 3 CCO<>^~^- 


Nb 2 -^~^-CH 2 OCOCH g - 


-NH 2 


157-158 


S4 


<CH 3 ) 3 CCOO^~^h 


NO^~^-CH a OCOCH r 


-NHCH 3 


70-73 


55 


(CH^CCOO^^- 


(CH 3 )3CCOO^^>- 


-NH-S0 2 CF 3 


207-208 


56 




(CH 3 ) 3 CCOO^~^>- 


-NH-S0 2 CF 3 


230-233 


57 




(CHaJsCCOO^^- 




237-239 



[0024] mm «tic. *fen)Hk'£<fo<Dx i 5x9 %mt±tmmmzTttis.u z\ne,<D&Lfeigmz3 7 

l-tJ^T^-T. 40 EfS£f?±U Sl®gES3 8 0nm-C@ieL. 4 6 On 

;V-A1 a-Pro-Al a-7-73H-4-^ [0 0 2 5] g£ 

*vg>£ffiV>TfTD&. f£fc>£. &fcliDMSO X5X^- tffflgSfii (ICs o) SrStTCD^ 2 IC5jt 

(*^«fffl) o. im h>)x-m.mmsm (o. 2 -r. 

M NaC 1 ft^trt 7?a«©SgtrSHSbfc. X. S [g5] 
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(10) 



7-149745 



17 



18 









X5X* — 


2 


0.58 


28 


0. 16 


3 


a 62 


29 


0. 15 


4 


0.87 


31 


0. 30 


5 


0.18 


33 


0.47 


12 


0.39 


36 


0. 15 


16 


0.45 


45 


0. 29 


17 


o.n 


50 


0.68 


18 


0.31 


51 


0.48 


IS 


0.54 


55 


0. 44 


24 


0.35 


56 


0.45 



[0 0 2 6] Jm60K«MS*^6feK6^ftt*5»), 
0, #569Hfr&tofck x^x^— tfCDfPffltfiH-T^a 



(51) Int. CI. 6 

C 0 7 D 277/44 
417/04 

417/12 

//(C 0 7 D 417/04 
207:40 
277:42) 

(C 0 7 D 417/04 
211:10 
277:42) 

(C 0 7 D 417/12 
213:74 
277:42) 

(C 0 7 D 417/12 
213:38 
277:42) 



2 0 7 
2 1 1 
2 13 



F I 



a2mm% as p9< 

(72)^^« ftld 

=f*»^m»K/hA±^1170~10 4- 
509 
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